WO 2005/076295 PCT/JP2005/001388 

1 

m m m 

[oooi] #3§w«, ^/^—nmf^^mmMw^mm^mm^ tshvmm 

[0003] m%.-&m*rv<i'fic>Bm®m*. ^mmnm<^mmmbitmm^mm 

hz>T^u>-7?yi?, mmMxhZ7?mmtfv^-iztcte^j>>mtfv^-*mM 
\^xmhfi^wmmmm^mmmm^n^bxYfm^f^h<DXh^Km 
mmmMPrbvx, ^mm^^irbb^^m^t^m^m^^^it 
mmm<D±$\^#£i% (griiMi%m&w)$:mm-tz>zbx\ &mmm*Mtbzn 

2 

&iz MMTuttem-zmmt (#nFL^b) &mzi&LX'®bft%ttmffim<Djzz\, > 



WO 2005/076295 



2 



PCT/JP2005/001388 



ik&^Z-&ms&Z>z.tfrb. ^nmttn^MltrMM^ <9<D&m,®M (F/g) mix 

#TV ^ mf?XWl2 : 2000-68 1 64-l§-4i$fL 4#fFAifc3 : #^2000-1 0066 

^-c^]«^^fc^iaS^<b«Hjt^fcofc(4*i¥A(Kl:^M 5 Pl 1-317333^ 
!l#rf3t^4:1#P5pil-297577#^M)o 

[0006] -2f, *M^^tb-r^«tti«^^fflv^^y^-«?i&x«^^^^>^^w 
[0007] TEtetfiHScffl v ^^IttS^-T^lI^fcfDiL, £«?B^t;£*i. 



WO 2005/076295 PCT/JP2005/001388 

3 

[0008] #WJCSfel:#g8¥ll-3l7333^1« 
ftftXm : m ^2000-68 1 64-^*8 
iftfFlfciSte : #^2000-100668^^ 
ftttXm -MM¥-1 1-297577^^ 
^*it5 : mmW-l l-214270^$g 
i&fFSritte : #|N§ 2002-1 34 162^$B 

^EfrFlSCftKl :5**— ^/l* ^°!7-y-*, 47#, 89J5\ 1994¥ 
[0009] #36813 tt, r«>J:5**Wf!Ui*-T*$ix*:t,OT?ab«jH *^vi^¥— UKA'Srit** 

[0010] #3SBB#fctt, ±bE S »»a^Sfc»^tflMte**afc»* % rr*&ftT5/* 

;*w>fc&m&m&£&xt£zmm&MftttnMt£®mk\,T&tommi>K 



WO 2005/076295 



4 



PCT/JP2005/001388 



[oon] -*-jfcfc>*>,:#36Wri, 

i. 5£(ia) ^&i$hztfVT^*y*vy><k&m&nmmMmbi,x^&zb&¥f 
Mbi] 




< la) 



1 10 

1 10 

Y^«&£*vrvv-ck<fci ^UA-i£XJ4YT?«ft$tbrv ^iV^-NrnTU 
-/^(R'tR^HfrfE:?^,]^ ey^iK, t^^/vS, -^Tvi^ 

ay/i/at, 7y^X(*«^^nry-/wffi<Di:^, ^KfoOj£tt**if^-C 

M^-v •>7/S> -hnl, C «-C T/W^/VS, C — C TVl^drv^, Yt? 

1 10 1 10 

v-ct>J;v^3i=./vfi, Y^fi*£*i/rv*-cfcJ:v>tfi3yA'3£» Y-eB***vcv:»Tt> 
£v ^y/vatXttYTWlftSn-Ci^-CbiV MMte'^nTy-A* (R s fcR 4 £j&*tWB:7 

s^i/it, try^aSs t^^-A-a, i-y^m, ^^-^m. tfny/vs> ^y/i-S 

x{*#e-^^t7ry-/vffi<oi:t, ztit><nmtem&&xf&&\^x\,^xi>&\,\ 

U x'tt\ -NH-R 8 -NH-X«-NH-R 6 -«r^U. R 5 ^t/R 6 fi. ^W^LT 
, C — C TVP^^, -C (O) CH -CH C (O) YXm&£ilXV ^OxfcV ^2 

1 10 2 2 

fifco-o-tfi'gg, Yx&m£tix\s^xh&^M<DWJ^m. Yxm&£t%x\t^xb 
x^^2m^\fy=,--/um, YxmM&nx\^xh&^2m<r>~ry?v^m. Yxm&z 

flX^^XhXX^MCO^y^m, Yl?®&£;ftTV>Tt>J^2<|ffiCDt!'t=i— Y 



/ 



WO 2005/076295 PCT/JP2005/001388 

5 

Ytt, />nyyI7', '>Ty«, -hog, T5:7^, xsJWf-i'*, t*-/^, C 

— c T/u^/i'S, c — c abtm/H, c — c r^**/i, c — c sr/r 

10 1 10 1 10 1 10 

S, ZT-{l^^-CV>-Ot>«tV^t'7'i=./uS, ZT?Kifc£;hrCVvtfc±Vv^;7?-/i'£, 

&£*i/tv v-ckjci ^y^&xf*z-cgife*;h/o >-ct> *v ^m&~-TuTV—/i'm& 

-7\ ST^S, -haS> tf-^S, C -C T/W=»r^S, c -c 

1 10 1 

10 1 10 1 10 

71-^1, "t^A-^ ^rvWg, \?uV/Vm, 7])/umXfeffi-&^'aT})—/P 
ffi$r^L(^b, Z^2««±0»^'Wc|H|— 3MBEU:J*fco-Ct>J:v\ ntt, 4wfc 



R 7 




(2) 



rsySv ^tfWrVfi, tf=/vS, c -c r^^s, c -c Aam/H^ c - 

1 10 14 1 

C T^=!^>-a, C — C i/T/TA^t-J^^ z-^m.Wk^fhX^xh^^^/^. z 

10 ! 4 

„ Zfi, -hfBtlHlC ) 




WO 2005/076295 PCT/JP2005/001388 



R 17 R 

R«4 J J_ R 12 (3 ) 

(5£f R l2 -R ,8 te, ^timt4LT, *±<0##©<£|lt*!fcl/CV^S*iWK^, 
^o^IBC^K v'TVS, =hnS, T?yS, tf^/U*, C ^/M- 

l 10 

*/Mf — j^jK^M^ffl mm, 
Mb4] 

R *._Jf \ (4) 

(5£*r 1s -r 2 '}*, -t*vp*U!H£L-c\ ati^ffiE^^-esmL-cv^*^^, 

/Ma-j'VJJSC-T^ ^TVS, ~hn&, auK^-VS, If-zl-S, C — C T;V* 

1 10 

/vs. c — c 7/u=i*'>m, z-em&£*ix^xii& ^v^/vm. z-ct^^t 

1 10 

v^-Ct.«i:v^•^7^/^SXfiZ-ee^t^T^^Tt><tv^^^^sSr*•ro Zfct, _hfB 
hmt* A'llNH, OXi*S^3gi- 0 ) 

5. mfSBR'St^R 2 ^. ^^na'siLT, 5$(5) ^*ix5i4:Sr«r*i:-rSl«)* 

1,26 L ^CH 2 R 22 

(sS^R 22 }!, /Ma^MT-Xfi^Ty^Sr^U R M -R"tt» ^tbW3*itLT. * 
StfJBt^, ^D^yBf, 75/16, zcztfar^g, tf=/u&, C-C 



WO 2005/076295 PCT/JP20U5/001388 



TALI'S. C — C T)V^i/m. Z-Cg^^XTV^TfciV^^/VS. zt*E& 

10 1 10 

S*vcv «tv ^7^&;sz.fiz-c®*k**vcv vf-a^/v***-*-. z«. 



Mbe] 



Rj0 _rT ^4l r 27 , _ . 



R M R 28 

^v?>mT, *sT;m, -hnS % T?yS, ^^rv^ V-frm, C ~~C 

1 10 

1 10 

^^T , b c fc^/^^/^»X^iZTS^fe$t^Tv^rtJ;^^^J-'/^S^-ro zte, _hiE 
7. StrlBR 5 ^, &(7)X-&£ft%Zb&Wmb1rZi~5<D\,^tifa<D^;u#~9ft 

R 51 



J/'V^ 2 (7) 
W 1 

(^^r 3, -r 32 «, ^^hml-c m^^m^rnxmrn^x^^mm^; 
s^jfism^, i/T/m, -h^m. r*;m, a^fs, tf-/wg, c -c r>v* 

1 10 

1 10 



WO 2005/076295 



PCT/JP2005/001388 



8 



R w 

N N 



7 X (8) 

/^njVJKHN a'TVlU ~hng, T%m. ^7$*i/m. V-Asm. C -C T>v* 

1 10 

/i^, C — C TA^vS, ZT'g&^frTVvrt.Jcv^^rvug, Z"Cg|fe£;hrC 

1 10 

.1/ 

,39 ff J *l -3S 



R"4 i-R 35 (9) 

R 38 R 37 R 38 

(^r^-r 40 ^ -etv-e^SiL-t, aiiOTftjgtroffcitt-ettfturv^**!®^, 

'vaVlsWf-* i/T/S, 3i#*ViS, tf-^, C — C TVVdf- 

1 10 

1 10 

v^-C'bcfcv^7^/^SX«z-efim$^^-CV^-ct>iv^^m^^^-r 0 Zfi, _btcl 



O**' (10) 



R 43 R" 

(5£*R 4, -R 44 H:, ^H^HMitLT, »±©<6«©tt«-e«iftL-CV^5(iHST, 
/NP*VJB£f\ ^TVX, -hnS. auK^^fi. C -C 

1 10 



WO 2005/076295 PCT/JP2005/001388 



1 10 

11. MfeR 6 ^ ^:(ll)^$^wi:^#m^:1-«>l-5©v^T^^^/^ ! ¥- 

R 45 

/-l-i R 46 

w 2 

/snyviST-, ST/*, -ha«. 75/3E, am?**'*, f-A-K. C -C TfV^r 

1 10 

1 10 

v^T l l>i:v^•^7^/^*X}iZ-cg^^l^i^TV^T%J:^^m^/^S^•ro zte. _hBE 

Mbl2] 

R 47 __ R 48 
N N 



'/ r (12) 

Q 2 ' 

^»yMJiH\ ->T/a. ~br>m^ acTK^Jt. C ~C T)V*r 

1 10 

/H£* C — C T/l^^rv^ ZT'S^iT-CV^T'biV^cc^/wS. ZT*jtt!ft&*VC 

1 10 

mm 



WO 2005/076295 



PCT/JP2005/001388 



10 



,54 




p 53 Q 

R 52 > R 50 



|-R 4d (13) 



✓Nny>-jgH\ v-tvs, ^hn^ s r^y^, »j«*v2k t^/pg, c -c 

1 10 

1 10 

[^14] 



R" (14) 




7-, ~>Tym. =FnS, T5/^, ^jK^IXg, If-zl^ C -C T/P=*r/Vg, C ~C 

1 10 1 

10 

15. ^(ib)xm^ti^UTxy^y^v>it^^mm^mtvxi!;^t^ 
Mbi5] 



N N 




(lb) 

R 4 

[itf, R^l/R^tt, ^tVfe#S^^ fct^oT, -CH CH CH - s -<;H CH O- 

2 2 2 2 2 



WO 2005/076295 



11 



PCT/JP2005/001388 



„ -OCH CH -CH OCH -OCH O-. -CH CH S- s -SCH CH -\ -CH 

22 22 2 22 22 

SCH -CH CH N (R -N (R ) CH CH -CH N <R) CH -CH CH 

22 22 222 2 22 

CH CH -CH CH CH O-, -OCH CH CH -CH CH OCH -CH O 

22 222 222 222 2 

CH CH -CH OCH 0- x -OCH CH O-, -SCH CH S-, -OCH CH S-, 

22 22 22 22 22 

-SCH CH O-, -CH CH=CH-, -CH = CHCH -OCH = CH- -CH = C 

2 2 2 2 

HO- -SCH=CH-. -CH = CHS-. — N (R ) CH = CH-, -CH-CHN(r')- 
-OCH-N-, -N-CHO- — SCH — N— x -N = CHS-, -N(R)CH = N- -N 
= CHN (R ) -N (R ) N = CH— > -CH = N (R ) N- x -CH = CHCH = CH-, - 
OCH CH = CH- -CH = CHCH O-, -N=CHCH = CH- -CH = CHCH = 

2 2 

-N = CHCH-N-, -N=CHN = CH- h L< «-CH = NCH = N-&Mf& 
, RJ4, jJCSWSH 2 -, C — C T/U^r/Um, C — C /npT/^vS, C — C iST/T 

1 10 1 10 1 10 

zxm&£iix\,^xh£^^7*=-^&. z-t?ism$tv-cv^Tt>J:v^-^7^/^^, 
zt s jg^^^TV^T^> < ^;v^^^^/'^S, zxmM^nx^^Xh^^uV/um, zxm 

^nx^^xiiX^^u^mx'^zxm^nx^^xhxv^m^^^Tv—^m^ 
i6. ^(ic)x^ti^vT%y^/^v>it^^mmmwtL,x^tf^t^ 



< lo> 



[S^K R s &l*R tt, yife#SiS-^t^oT, -CH CH CH - -CH CH O- 

2 2 2 2 2 

> -OCH CH -CH OCH -„ -OCH O-, -CH CH S- % -SCH CH - % -CH 

22 22 2 2 2 22 

SCH -CH CHN(R)- -N(R)CH CH -CH N(R)CH -CH CH 

22 22 22 2 2 22 

CH CH - s -CH CH CH O- -OCH CH CH -CH CH OCH -CH O 




WO 2005/076295 PCT/JP2005/001388 

12 

CH CH - -CH OCH O-. OCH CH O-, -SCH CH S~, -OCH CH S- 

2 2 22 22 22 22 

-SCH CH O-, -CH CH=CH- -CH = CHCH -OCH=CH-, -CH = C 

2 2 2 2 

HO-, -SCH = CH-, -CH = CHS- > -N(R)CH = CH-. -CH=CHN(R)-, 
-OCH = N-. -N=CHO~, -SCH=N-, -N = CHS~, -N(R)CH=N~, -N 
=CHN(R)- -N(R)N=CH- -CH = N(R)N- -CH = CHCH =CH-, - 
OCH CH=CH-, -CH=CHCH O-, -N=CHCH = CH~, -CH=CHCH = 

2 2 

-N=CHCH=N- -N=CHN=CH- t> L< fi~CH = NCH = N-£^fig 
\/\ r\ R 2 % R\ x\ Y, Z&tfnfctJtteirPICo 

17. *(id)r**n«#yT?y*y^y^fb**«r«H^fctix-cfrtpit«: 
Hbin 




(Id) 



(^>f , R 1 ', R 2 '. R 3 \ R 4 \ X^tftitt-kSBfcflJl^, ) 

18. WKR , at«R r «J— ^f^oX^fiK$tv5^*S, SC(15)-C?*S4x5ii;«r«M» 
Wbl8] 

R<" R 65 

7% ->-t/S, -hoS, r^ys, tf~/w«, c -c T/w#/vS, c -c 

1 10 1 

10 



WO 2005/07629S PCT/JP2005/001388 

13 

Hfew] 




(16) 



•7% -hoS, x-rf^m, \f=-;>&, c — c r/v^S, c — c 

1 10 t 

10 

/ \ 

N M 

yj (iv) 

R" R 72 

T^m, tr=.A«, c -c T/^um, c -c r^^ym, z 

1 10 1 10 

22. ttfm^a^m^iri^vr^^y^v^t^m^bti^mmmmm^M 



WO 2005/076295 



PCT/JP2005/001388 



14 



25. m^(id)x-m^^vr^^/^v>i^m>h^mmmw^M 

R 1 R 2 




(1 8a) 



(itf , X 2 ii, -NH-R ,3 -NH Xfi-NH-R^SU, R 73 tt, C — C T/l^W>-S> 

2 1 10 

-C(0)CH -„ -CHC(O)- YTS^^TV^tiV^tfcD-^^if^. YX'W. 

2 2 

tfe^ttTv^-rtiv^fficot 0 !;^®, YT-M&£*vTv>TfcJ;v^2{ffi<DtrV:»t~A'&, 

7xVg, Y-C@^tl-TV^-rfciVN2tt©t°n— /H|, Y't , g|fe£;ft/r^Tt>J:^2 
^ffi075>-^X(iY-e@^^TV'«-Ct>J;V^^-7 i n^^b, R 74 tt, C — C T 

1 L0 

/l^/l^, T±f-^m, YX'Slfe$H-CV^-C 1 fcJ;V^.-c-/WS, YT'SJfe^ttTVN-Cfc 
.fcv^fy^uS, Y^S&^^v^i^t*:^-./^ Y-e^$HTV^-c%J:v> 
-ry^-zum, Y-eg&^tvci ^-obiv v^—A'S. Y-c®^tv-cv^-ct>J:v >t°ny 

/I'M, Wm^tLX^ ^Xt^^V/^XiiYXm^tlX^^Xh^ ^i^fn 
Ty-/^Sr*-To R\ R 2 . R\ R 4 S:T^Y(t_hfe<i:lHlC 0 ] 

27. ^(i8b)^^ti^T5y^/=Jr-y-ywb'a*^*ffi^®fii±-c««?fi'^-r5 

Mt22] 



WO 2005/076295 



PCT/JP2005/001388 



15 




(1 8b) 



(5£4< , R l \ R 2 \ R\ R 4 S.^X 2 «±iei:|lIC 0 ) 
Mb23] 



R\ R\ R 3 \ R 4 S.tXX 2 {i_hiEt(HD» ) 

Mfc24] 



R 3V V 

c^cf, r'\ r 2 *. r 3 \ R*'&xn?tt±mtmzo ) 

[0012] *»M <0^/U^~Jff*^ W^JB«*Ott*ffi-««fcL-Cffl V ^_hfti 



N 



N 




(18c) 




(18d) 



WO 2005/076295 PCT/JP2005/001388 

16 

±&^yr$y*y*-^y><fb-g-4!&ti, ^-T-rtf-S-T^tt«utS^* 

[ooi3] sir, *»wfcov^T*&tc#L<aw-r*. 

7KyT5y*y^^u^b^^m^ffl^KtLTfrtf"fc*#»ii-^oT^o 
*i\ s:(ia)-(id)T*^$^5^yr5y^/^r-y-yv'fb^, Xfi3£(i8a)-(i8 
d)-c^^n?)T5/#y=¥-9-ywb^{cov>-capj-rSo 

1 

10 1 10 

^^36. ^wi-s, tfny^s. ^y^atxwaB-fr^yory-^atofc*, c 

[0014] R l '&0*R 2 'te\ :tl^S*-»t*ot, -CH CH CH -\ -CH CH O-, -O 

2 2 2 2 2 

CH CH -CH OCH -„ -OCH O-, —CH CH -SCH CH -CH SC 

22 22 2 22 22 2 

H -CH CH N (R ) -N (R ) CH CH -CH N (R ) CH -CH CH CH 

2 22 22 2 2 222 

CH -CH CH CH O-, -OCH CH CH -CH CH OCH -CH OCH 

2 222 222 222 22 

CH -CH OCH 0- N -OCH CH O-, -SCH CH S- x -OCH CH S-\ -SC 

2 22 22 22 22 

H CH O-, -CH CH = CH- -CH=CHCH -\ -OCH = CH- -CH = CHO 

2 2 2 2 



WO 2005/076295 PCT/JP2005/001388 

17 

-SCH=CH- -CH=CHS-, -N(R)CH = CH- -CH=CHN(R)- -O 
CH=N- -N=CHO- -SCH=N~, -N=CHS-, -N(R)CH=N- -N = C 

hn(r')- -n(r')n=ch- -ch=n(r)n- -ch=chch=ch- > -och 
ch=ch-, -ch=chch o-, -n=chch=ch- -ch=chch=n- - 

2 2 

N=CHCH = N-, -N=CHN=CH~, L< fi-CH = NCH = L „ ^CD 
/k^JK^ C —C TVV^r/l^ C — C x>nT/^V^C—C fT/T^A'S 

1 10 1 10 1 10 

. zxu^tix^^xhX^^^^. zx-m&&ti~c\,->xh&^°yis/um, zxm 
m&ixx\,^xh£\<^7~-^m. z-cg^^Tv^iv^^^S, zx&&£ 
i^Tv^rt.<^;v^^/^S > ZT-g^^v^iv^ny/vg, z-eggtetvrv ^ 
T'bJ:i/^y^sxttz-effi^^tLTv>Tfe < tv^^7 i nTy-yvS^i- 0 

[0015] Mb25] 




[0016] TZy*S*VVl/fc&!fo<DmM*iL*%lM.lstcm&, R\ r\ R r &tm 2 '«, £ 

1 10 

1 10 15 15 



WO 2005/076295 PCT/JP2005/001388 

18 

1 10 1 10 

7^~/um, YXWM^tix^^xh^^'V^m. YXW.&£hx\s^xb£\<>tf7~ 
Y^fiiitemrv^-cbiv^ny/ns, Y^&&ftrv^T>b«fcv^y/vg;xfiY 
tr^^g, trny/w*, ^y/nsxHtfrs-^nr 

[0017] R'XWR^'tt* «ffc*o-C -CH CH CH - -CH CH O-, -O 

2 2 2 2 2 

CH CH -CH OCH -OCH 0~ % -CH CH ~SCH CH -CH SC 

22 22 2 22 2 2 2 

H -CH CH N (R) - — N (R) CH CH — CH N (R) CH - -CH CH CH 

2 2 2 22 2 2 222 

CH -, -CH CH CH O-, -OCH CH CH -\ -CH CH OCH -CH OCH 

2 222 222 222 22 

CH -CH OCH O-, -OCH CH 0- v -SCH CH -OCH CH SC 

2 22 22 2 2 22 

H CH O-, -CH CH=CH- ~CH=CHCH -OCH=CH~, -CH=CHO 

2 2 2 2 

-SCH=CH- -CH=CHS-, -N(R)CH = CH- -CH=CHN(R)- -O 
CH=N-, -N=CHO- -SCH=N-, -N=CHS-, -N(R)CH=N- -N = C 

hn(r')-« -n(r')n=ch-, -ch=n(r')n-, -CH=CHCH=CH-, -OCH 

CH=CH-, -CH=CHCH 0-» -N=CHCH = CH- -CH=CHCH = N- - 

2 2 

N=CHCH = N-> -N=CHN=CH- t,L<ii-CH=NCH=N-^^cL, ZLCO 

±mtmtx3b% 0 

[0018] R 3 (R 3 ) Rtm* (R 4 ) # , T;v*jvm (T/^wyl) R.XjTM**Un& (T>U*rU 

>**~>m)<Dm&, mw^nmrr^ts ^hn^mmt, l—sx&zzttm 

yT^m^n^-^m^»tX,\f \ m^C1#tti:v >5 r\ r\ r 3 '& 
xm%. *e>tc«iftl£Y^«ift$4i-cv^c:t*s#*Lv\ «*&&YiLTtS, c -c 



WO 2005/076295 



PCT/JP2005/001388 



19 



10 J 10 15 15 

. (l4)T?i^^tLSi><0{ciDx,m{i, TBS(l6)S.TJ«(17)-e^tv5S/j:ifd^ ( f 



[0020] *fCv ±fB5£(la)- (Id) K43V vf. X'te, -NH-R-NH-Xft-NH-R 



HC(Oh YT-S&^TV^tJ^^tec^-^-tf^S. Y-eg&$*V-CV>-Pb.fcV* 

1 3) -Qmzinzmtezifim-fbtvbo 



[0019] Mb26] 




(1 7) 



» cttbR^tm 6 ^, **i^n4iScbr, c — c r^u^m. -c(o)ch -„ -c 

1 ID 2 



WO 2005/076295 



PCT/JP2005/001388 



20 



[0021] Mb27] 



(a) jtfVcr) N W N (b) 



R 



R 




44 n ^1 



r59 CQ- rM (9) r "w r " <io) 

R 38 X R »7 \*> R«3 V 

>f'lj R * 6 (11) »T^H (12) 



W 



2 




(1 3) 



[0022] ±f65*;(18a) - (18d) fdfcV 3Ttt, -NH-R -NH jXf4-NH-R 74 Sr*U R 

2 

73 il, C — C 7;^^yS, -C(0)CH -CHC(O)- YT?0M£frX\^Xh£ 

1 10 2 2 

Xb£\,^2M<D¥*7^/um, YXf&&£tlX\/*Xh£* s 2lB6<D^7pwm* YXW 
, Y-efSm^ttTV ^Xh^^2m<D7Ts&XfeYX&M£tlX\< ^Tfc J: V ^^^a 

1 to 

[0023] ±bER\ R 73 &tflR 74 te, ^baS7C®te*^^tCi-6<kV ^^e>. 2ffi©-<^ 



WO 2005/076295 



21 



PCT/JP2005/001388 



L*\, r.HfecO^'t,, m&&YbVXte, C -C T/W4r/^ C-C 7A*a**s& 

I 10 1 to 

1 5 IS 

[0024] ^(lj^^ns^yT^y^y^y^b-a-^co^s^^iJss^^s'fcro 

-m#V^ SfiW^T-fttLTl, 000-100, 000, 4#{£4, 000-50, ooo-c 

[0025] &*5, ±ge#^:(c*5v^ > c -c r^^mti^xit, mm, ttmxiznvtw^ 

1 10 

■?tlXi>£<, ;*9vK n-^nf/K i-^ntT/K n-y^/w, i-^ 

/V, t-^/K s-:/<3vK n-'O'fVK n— ^=¥i//K 2-^^/U7 p nfcf/u N 2, 2-v? 
^/l^nfcVK 1, 2-^f/^Df;k, 1, 1, 2-hy^/^ntf/V, 1, 2, 2-hy^< 
f/l'T'Df/l/, l-:x.^l^l-^/K/nfc°/K l-^/l^-^/l^oeVK 1-^ 
f-A^ff"^ 2-y=f-;^^)V, 1, l-5WvK/*VK 1, 2-V* 

f-Asf+A'* 1, 2, 2-S>**7K/*7K 2, 

3, S-i^-^Uz/^/K l-^/K/^VK 2-xf-;V/f-/l/ s l-;*9vU"~i>«?vK 2- 

1 10 

[0026] C — C ^vT/^/l'MkVXte, ±m&T/U*/um<D7}<.mffi*<D'J>l£<b i bl'?& 

1 10 
1 10 

^-g-^T-nTy-^^UTti, ^y[3, 4-b]t: , '9v f >'--5--l7K 7p[3, 4-b] 
t'^v'V-S— f/U&tf 6H-fnn [3. 4-b] W6>*t5 0 
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[0027] 



1 10 



^hdfiy, n-^nztfdf-v-, i-^njjWr^, n-^N*^ s-zfb^. t 

-:/Mf->\ n— "*>^vlot-*i/\ l n .*t*y/Vtt*/^ 1, l-^^/K/nTtf 1, 2 

-^^/l^nzKdf-^, 2, 2-^^ L /l-7 p n^dr->', I-^^vi^dtK:*^ 1,1, 2-hV 
^f-^n^i/, i, 2, l-^;i>-l-^/vyti7j!*ci/, 

=3fv\ l-oc^y^hdr^ > 2-rc^^hdf-i/, 1, l-i^*yK/|w**\ 1, 2-'J^/V 
Zfb*cis, 1, S-SJ/^vK/Hfri', 2, 2-i^ < ?VK? r b'3rv\ 2, 3-^p^/K/Mf->\ 3 
, 3-^fvK/Mri/, l-^^/^^^^V, 2-^y^>-^^-^v', 3->^ 

[0028] _kgE5£(la) - (Id) ■C**tt6'fk^*i:L-Ctt, 09*.f*» TlBflDfc©**^ <b*xs 
[0029] Mb28] 




N N 



H 3 C 




CH 3 



H 3 co 



PCH 3 




N N 



N N 



WO 2005/076295 



23 



PCT/JP2005/001388 



[0030] Hb29] 
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[0032] Mb31] 
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[0034] Mb33] 





I /=\ H 



O O 



n 



n 




n'Jn 



[0035] &fC, 5£(l8a)-(18d) (l*(la)~(ld))^$*l^t^05*>, 5£(18a) (5£< 
[0036] Mb34] 



R'-R 4 f2, _blB^(ia)<!:IWlCo ) 
[0037] JM*Wsfc£-J*ifei:LTtt» #fcl»££;K/5t>©T?ttifcC r^'it? 

%A>-y^^4./<~-ar^>Y>7lsy-?i/3l/X I(J. Chem. Soc. Perkin Trans. 
I), 1988#s 1331-1335JU.', ^^by-^— X(Chem. Lett, h 1997^, 118 
5-1186M(=3Bi8i*ttTV^^£feSrfflV^rt*ST?t-5o 



W 



N 



N 
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#$*,pd (dba) ,BiNAPttfr?frtemmmiwum%%:mm&&T-v2-7 

2 S 

[oo38] **3, ±iB^:(i9)(7D5-T5y^y^-^y^b'a-^)<D'a-^fcL-cii, mzmfetsK 

•5t>tf>-T?tt&<, ^—r^'^-T^V^'^iJ^-y^^T^O. Am. 

Chem. Soc. ), 1957*fs 79^, 2245-2248H, YnV^-f -Hr— y#> 

<5r5^hU— 0. Org. Chem. ), 1966#i, 31^, 3384-3390HfC|E^n-CV^ 

[oo39] ^(ia)^SH5^yr^*^^y^k-6*<©»iSfti:UT:rt, mcmfeznz 
«je+-«itas^#, ^j^fi, {t^awta^ bammum-, v^r 

[0040] MBMbfi^-ojl^fi&^&iU-cji, Mx.it, (18a) T^tus^-y^-jc, ik 
icteZo 

[oo4i] «siHMfc*^jcffl v *feix6BMfc«iUTH:» Mx.it, mm. mm. mmmm, 
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[0042] ui±sft^bfc^;(ia)-(id)-e^ti-5^yr5y^7=5ri>-y^b^{4, ^o^tt 

it ( 1 a) — ( 1 d) X'TF&tl&iZV T ?y =*-/3rf-y >it^®^tf JfrflKTM 

) - ( i8d) ?>*y^-&, ^mm^-em^^bfi-a-u-c^da) - (Id) -Cfg£ 

^yT^y^y^-y-y >fc&®ft, mmm, x^=*-hm, ^ytr^m> 

-c, m^^a^^yr^ydfy^^y^b^^r^Jill-r^l-s^^j;!?, mm&ft 

[0043] ^(la)-(ld)T?*$tV^yT5ydrydr^y^b^/0^^m#@!^W 

fflv ^<fc-e, ^yr^ydrydrf-y^b^^mte^^^UT-^tfrnffi^mtfiic*^ 

[0044] M±x&w^fz.^*^~ftm7^*mmMx\-z, ■#vT%;*/-*^wc&m 
^•-efeofc^, ^tii£m7££ftz>i><DXi-3.fo\ mZ-i-z. ^-fe^yr^y^y^-y-y^b 
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&m^zmmte®n&m&vxteznmmm>&%)*m\< ^t, limits: 
[0045] ^b^^^/u^— wtm^f'^^mmMte. mn~mm^^<^, v^-?^*- 

<dx\ m^com\±^(D^(Dmu^mm^^x^^&<Dmm^mbti:?>h 



[0046] £TF, ^fig^i, *«6^u«itiiEm Wt, *3SBj}£im#ffjKt&W-r5^, 

*&mteTm<Dmi&mtzmi&£itz>i><vx~i*tj;\\ ^Tiifc^t.NMRf 

— *fi, 0 &m=f- (^)SS<^JNM-ECP200£rffl^-C MSf- Applied Bio 
systGms$t$S}CDVoyager DE ProiC-fc^fflySLTto 
[0047] Pfrfifeflj|H2. 3-^fcKP^-5-TSy^y^-»U^^Bfe 

£HT<o (l) - (3) <Dj,mx>£r&.l,1t 0 
(1)2, 3-i>T?y-hn-^v-^>-(^'g-^; 



[0048] tf)ffl.<Dl-T$./-2, 5-^-h^>if>'14 S i:^y—^225mH^ML-. ZLtUC 
m/z:(FD+)l53(tf^i:i53. 1396) 

'H-NMR:7. 7228, 7. 7203, 7. 7026, 7. 2433, 6. 9245, 6. 6209, 6. 60 



mm 



Hb35] 
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63, 6. 6038, 6. 5886, 5. 9210, 3. 3978ppm. 
JRfi:7. 79g(66. 5%) 

MM.: 140X: 

[0049] (2)2, 3-S?fcKn^>- 5-— hvj^-y^VXD^-fHi 
Mb36] 



[0050] 2, 3-v ; T5:y=M3-<>'-g>'4g(26. 12mmol)fcrff|gCD#^27KfP^6. 59g(52 

f|Xft:3. 01g(55. 6%) 

m/z:207(tf^i:207. 144) 
[005]] (3)2, 3-v?tKcdr->-5-T5ydfy^-^y^^ 
Mfc37] 



[0052] 2, 3-v f bKn^rv'-5-=hP^y^lM;^2. 00g3:^7— /W/v^l^l : 

lOOgfCjg&lUhgL R&*Sr##KT/V=*^«jfcU £*LlC5%Pd/C 1. O 

0g^Ubfc o ^rcom. *fc**«*U MT^ORfrMR&Ufco R»T^s *13 

HX4:1. lOg 
4£R:tt?HMR*llllti!li 
m/z(FD+):177(fHifai77. 1616) 
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13 C-NMR:155. 8030, 155. 6504, 135. 9570, 126. 8390, 124. 1303, 1 
12. 3265, 109. 6025, 103. 8418 ppm. 
[0053] r-A-life0tl2l 2. 3-^7^^-5-T5 ;*S*W><D&1& 

(1)2. 3-i?7*— /l>-5-— Yv*/3<-f-yi<'<D'&J$. 
[0054] [<b38] 



[0055] 2, S-v^/^hn^V-tf^l. 53g(10mmol), benzil 2. 00g(9. 6mmol)£4 
0P^9^=<}cAtl, Ctit^®f:^/-^=l:1^30g^Px.^fl?$-aryh o *:<D 

7Ati rnvtz mm^^ ^ = 1 : 1 ) 0 

l&fi:2. llg 

m/z:327(ff^#:327. 24) 
[0056] (2)2, 3-Z?7^~/U-5-T5./*/*-y-})> / <D&f8, 
Ufc39] 



[0057] 2. 3-^:7^/V-5-^»^y:*lJ-!J>'l. 04g^rv : ^i^^30g(c:^^L. T/V^ 
Vfi&UfcgL 5%Pd/C(-^*)0. 5g5r^nLfe 0 ff ST/V=r>-e^{cemUfc 

ik\jkM, ^y%y/u*=>j±x~ftmmMvtc mm^^:^*^= 1 :3)„ 

ltXfi:0. 73g 

m/z : 297(ff$L'(EM: 297. 36) 
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,3 C-NMR:153. 6055, 150. 1185, 144. 2280, 141. 9619, 139. 4516, 1 
39. 3524, 131. 1348, 130. 0894, 129. 9368, 128. 7694, 128. 6473, 12 
8. 3497, 128. 1743, 117. 2098, 110. 2511 ppm. 
[0058] r-a-E&flll3l 2. 3-^(4-^/V7 J i^)-5-r$/jey^ifU>CD^Bfe 

£TFtf>(lh (2)0^&-C^L^„ 
(1) 2, 3-^(4-^^/W7^^/V)-5-^hadeydpiJ-y ^<D<frf& 

Mb40] 



[0059] 2, 3-^T^y-hn-O-^l. 84g(12mmol), 4, 4' -vo^A-^v 5 /^. 38g 
(lOmmol) frftBft* **S—/\'m&mm(l:l)40gimmU Bii&M&80X:-V4m 

l&fi: 1. 30g 

m/z:355(ft-;gffi355. 39) 

l3 C-NMR:154. 8950, 154. 8339, 147. 0894, 140. 7563. 140. 1307, 1 
39. 8636, 135. 5984, 135. 1253, 133. 7061, 133. 2254, 130. 2725, 12 
9. 7003, 129. 3188, 129. 1204, 128. 4108, 127. 7470, 124. 2142 ppm 

[0060] (2)2, 3-^(4-^^7^/1.) -5-T5./*;*Wl<'<r)&m 

Ub4i] 



[0061] 2, 3-v > (4->^"/W7 3 :^/V-)-5-^hP=ary^f-y>'2. 02g£^;f=¥f->'30g{C?gfi? 
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JR*:1. 36g 

m/z:325(tf-&fit325. 14) 

,3 C-NMR:153. 6131, 150. 1643, 144. 0907, 141. 8551, 138. 6581, 1 
38. 5894, 136. 7047, 136. 6666, 131. 2721, 130. 7761, 129. 9292, 12 
9. 7766, 129. 0365. 128. 9815, 117. 2403, 110. 0603 ppm. 

[0062] r^Hfeftil4l2. az2i^£22^kh5^zi^m^i 

(1) 2, 3-(4-^h^7^^V)-5-^ha^y'^f-y>'£D-g-ftK 
Mb42] 



[0063] 2, 3-^7^/— ho^VifVl. 54g(l0mmol), 4, 4' -^b^v^^v?/^. 25 
g(8. 3mmol)«r«ait?«^>'~^:BM(f=l:l» 100g)l£»#U M^O^r^X 

auco 

i|Xfi:l. 24g 

m/z:387(ff^{i::387. 39) 

l3 C-NMR:16l. 0983, 160. 9075. 154. 3303. 154. 2464. 146. 9520, 1 
40. 6495, 133. 5993, 133. 1415, 131. 9207, 130. 8448, 130. 4099, 12 
7. 5104, 124. 0998. 114. 1043, 113. 8830ppm. 
[0064] (2) 2, 3-v> {4-*Y*^7^~/\<)-5-TKy*y*-*)-yi<'<D&\& 
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Mb43] 




[0065] 2, 3-(4-^h^y7^^)-5-^h^y^])^0. 55s^^T^>30giC^ 
l£S:0. 37g 

m/z:325(ft-^tte:325. 43) 

13 C-NMR:160. 1369, 160. 0606, 153. 1324, 149. 7370, 144. 0144, 1 
41. 7483, 131. 3942, 131. 2874, 130. 6235, 117. 1640, 113. 8296, 11 
3. 6618, 110. 0145, 55. 3828 ppm. 
[0066] [-a-fifcfl!l5l 2. 3-*? U--/u^-7^;V) -5-T5 J* 73r-frU fife 

&>T<D(1). (2)<7>*-«fe-C^jcLfc 0 
(1) 2, 3-v^(4-^n^7^ / -p)-5-^hP^ydrf-y>'<D^ 
Mfc44] 



(10mmol)£j!ftgL *?S~-/>m-ftffim(l : l)80g«iBffi?U KJ&M&:70t-e30B* 

wsia?**fc. sj«»t«, »*se&-i»*u, 5c>&&nm*isvjjy;ujj9J*X'min\. 

JRft:l. 89g 




[0067] 2, a-^TSZ—hn^^-*?^!. 53g(10mmol), 4, 4' —3 



<^/VZ. 68g 
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m/z:485(fflMtt485. 12) 

13 C-NMR:153. 4453, 153. 3613, 147. 0065, 140. 7945, 136. 8116, 1 
36. 3766, 133. 7824. 133. 2635, 132. 0504. 131. 8749, 131. 8215, 13 
1. 3789, 128. 5787, 124. 9849, 124. 8780, 124. 7102 ppm. 
[0068] (2)2, 3-iS(4-7tt7^~;l<)-5-T$.y3cS*-y-V>'<D-&!8. 
Mk45] 



[0069] 2, 3-^(4-^t3*7=:=-^)-5--hi3^ry^yvi. 0lg(2. lmmol)?:^t 
^30gl^fi¥U T;V^X-%$r\Z.m.&U-z 0 *<D&, 5%Pd/Cd^K)0. 3g£85 

IRJ1:0. 66g 

m/z:455(ft"3?ffi:455. 12) 

,3 C-NMR:151. 966, 148. 493, 144. 065, 141. 897, 137. 920, 137. 82 
0, 135. 042, 131. 706, 131. 637, 131. 492, 131. 400, 131. 248, 123. 5 
14, 123. 377, 117. 064, 110. 452 ppm. 

[0070] r^Bfefiii6i 2. 3=2£s=zk=5=Zs £U±£}1}42£M 

(1)2. 3-^^~/W-5-=hn^/^iJvCD£-j£ 
Mfc46] 



[0071] 2, S-v'T?/— ha-<^-(f>0. 022g(0. 144mmol), 2, 2' ~^-^-=-)VQ. 0193 
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8g(0. 087mmol)£B^ *9 J—iVU-&W8k(\ : l)3g»Cj*WU UfiM&lQfC 

tomtit* 

HX4:0. 04g 

m/z:339(ffSiffi:339. 40) 
[0072] (2)2, 3— ^^/>-5-T*/^/^^y>-C0-^^ 
HWfl 

N0 2 , S_ \ H 2 NH 2 ?~\ 



[0073] 2. 3-^3i— hn^ry^r-b-yV'l. 01g(3. 0mmol)Srv J ^-^>30g{Cl^ 
/v^v-Cjfe'^fSlfeL-rto £©3R£jic*«*U g[a-C24B#raK*SS*fc, Ijc/^^S- J* 

IlRSc:0. 40g 

m/z:309(ff-^ffi309. 42) 

13 C-NMR:146. 569, 143. 752, 142. Ill, 141. 546, 141. 233, 131. 23 
2, 130. 614, 129. 064, 128. 820, 128. 553, 128. 469, 127. 530, 127. 4 
61, 116. 911, 110. 422, 99. 902 ppm 
[0074] r*-hfcftil7l lO-TSyj^^/fA. Ql2jZ±2>£2£j& 

(1)1, 2, 3-\>VT$.S<<>-e>'<Dftl$. 
Ht48] 
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[0075] 2, 6-S?— baT—V>15. 0g(82mmol)£THF150gfC^Ut@L ELfc3k*3t 
[0076] (2)10-T5/S^<^/(A, C)7xti^©M 



[0077] 1, 2, a-hyr^yO^lO. lg(82mmolh 9, lO-^a^VhfJ^Sf-/ V14. bg 
(70mmol) £r4o P 77^3 IC AtU, ^tUCffE® : MS—fr** 1 : 1^350g$:JPx. 

Jfcfi:17. lg 

m/z:295(H-^L#:295. 11) 

,3 C-NMR:146. 932, 144. 145, 143. 084, 139. 740, 133. 473, 133. 00 
7, 132. 656, 132. 213, 131. 602, 131. 488, 130. 847, 130. 473, 128. 4 
65, 126. 869, 126. 831, 126. 663, 123. 900, 116. 243, 108. 647 ppm. 
[0078] r^Bfcfl«8] 2. 3-^g=/^-S- <&zZ3J2=^M Zs S*Wl'V>4n#. 

EUTflXlh (2)©#»T?*j5SUfc. 
(1) 2, 3-^7*^/1^-5- (4-^ha^^^/V)T~ydr/^!J>'(0^ 
Hb50] 



Mb49] 
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m[>no 2 





(X 



N' 



N 



[0079] 2, 3-is7^~;V-5-T*S*c/*-y-\)l<'4. 0g(l3. 4mmol) . 4-7/V^o^hn-< 
>^2. Ig(l4. 9mmol) , ^^/^V^^KlOOml^^b/^^e,, t-yh^ 
v^y?^. 0g(44. 6mmol)*t3>o<»>a&iqLfc. jlSJqi&Tfft, KtS****** 

ilZfi: 5. 4g 

[0080] (2)2, 3-v ? 7^^/l—5-(4-T$y7 J :n/W)T$y^y^riMJVO^fi£ 



[0081] 2, 3-^:7 rn:=:/lx-5-(4--ho^~^)T5/^/^1fy;/5. 4g(2. 9mmol)£r-7 1 
HXfl:3. 9g 

m/z:388(H-£MjE388. 17) 

13 C-NMR:153. 597, 149. 658, 142. 978, 142. 887, 142. 009, 139. 30 
6, 139. 199, 132. 290, 131. 283, 130. 008, 129. 825, 128. 680, 128. 5 



Wbsi] 
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88, 128. 267, 128. 130, 124. 794, 116. 198, 116. 114, 106. 648 ppm. 
[0082] r-A-Bfeflil9l 2. 3->JU-*°?/U7^~/U)-5-U-T*S7^~/l>) T*;*J*W^<D 

(1) 2, 3-i?(4-^^l'7^=./u)-5-(4-— hu-7^/U)T5.S*S*y-VXZ>'&f& 
Mb52] 



[0083] 2, 3-^(4-^/K7^=^)-5-T5/^/=¥f-y>'3. 0g(9. 2mmol), 4-7/^ 
a^o-^-tf^l. 4g(9. 9mmol) , ^^/^/V^^KlOOml&fii^L^e,, t 
-yH^f^y>^3. 4g(30. 3mmol)Sr^>o<i3»L-fCo WitimT&. SJfc^f 
£^tt&U ^m-C20NpF5«l^$*^ o SiS^-T^s ?ft£PLfta^*100ml£S5 

lfc»:5. 9g 

m/z:446(?f-®fi446. 17) 
[0084] (2) 2, 3-v> (4-^^/^rc^/l.) -5- (4-T^/^^^/W) T5y^/^-y-y>-^>^ 
Wt53] 

N0 2 NH 2 . 



[0085] 2, 3-v?(4->^/^ai^V)-5-(4-=hci^ ; i:^/l')T?y^/^yV5. 9g(13. 

2mmol)Sr7 i h7tKa79V70ml|C^L, ^^SSrt*^S^b7^ 0 ^<0&5% 

Pd/c(^-*)2gsr^nb, m-fc&m-c-ftftw&L-tio z<n&zfcmw&u -^m-c 
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Ifcfi:l. lg 

m/z:416(tMiffi416. 20) 

13 C-NMR:153. 605, 149. 711, 142. 719, 141. 917, 138. 573, 136. 54 
3, 132. 542, 130. 977, 129. 863, 129. 703, 128. 970, 128. 870, 124. 6 
64, 116. 198, 106. 480, 21. 352 ppm. 
[0086] r^Bfcfrl 101 2. 3-^ U-*h**yy*.-AA Z1£U%£}>> 

Mb54] 



[0087] 2, 3-v 5 (4-^h=^v'>'^-/W)-5-T5ydry^y>'5. 0g(14. Ommol), 4-7/W 
^-p^f.pxO-tf>-2. 4g(l7. Ommol), ^^^XA^«^Kl2Qml<^|#L4:i0S& 
» t-^HH-tfUpAS. 7g(50. 8mmol)Sr^>o<i9^ULfCo ^Pij&T^ SftgNff 

*&^Ktg&u muvs^mmw^ito sjfe»T«, &spu£^*ioomi£r 



i|XS:8. 3g 

[0088] (2) 2. (4-*h*i/7:t=A0-5-(4-75^3i=^) T%J*J**yy 
Mb55] 
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[0089] 2, 3-^(4-^h^v-7^;v)-5-(4--hn7oL^/P) rS/^-y^r -^y^8. 3g(17 
i|XS:4. 5g 

m/'z:448(tf^'fit448. 19) 

,3 C-NMR:163. 766, 159. 994, 153. 131. 148. 872, 142. 940, 142. 68 
8, 141. 803, 132. 420, 131. 947, 131. 329, 131. 206, 130. 779, 124. 7 
25, 116. 076, 113. 755, 113. 625, 106. 411, 98. 953, 55. 324 ppra. 

[0090] r&tf.m ii ] a. 3-^ ( -s-(4-t; ;y=.~;u) rs /*u-u>(7^Eft 

(1) 2. 3-^(2-^^-/P)-5-(4-=hn7^-/V)T5y^ry=3r-^yvc0^ 



[0091] 2, 3-^(2- , 5 L ^>'l')-5-TS:^y^!;>'3. lg(9. 9mmol), 4-:7/l^a^h 
D'-^-tfVl. 4g(9. 9mmol), ^^/V^V^^Kl5gtr^#b^5b, t-y^»> 
#y?A3. 3g(29. 6mmol)*^o<lp^nL^ mm7'&. SJ*^**^© 



Dffc56] 
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&U £»-ei4B*IS]««s&*fc. EJfefcTfft, &^Lft#fc*l00ml£8s;!jnLfc& 
I|XS:2. 6g 

[0092] (2)2, 3-^(2-^^-/W)-5-(4-T5y7s^/U)T$/#7#i^yV(?5^^ 
Mb57] 

N0 2 NHj 



[0093] 2, 3-t?(2-^-^.^/W)-5-(4-— h-n7.ti=/W)T5ydry^rlM;>'2. 2g(5. lmmol 
)«r7 1 hytKo79>'50mnc:^fi?L > KJ£*3Srt4r£*«lfcUfc, -?:<0^5%Pd/c 

JRS:1. 9g 

m/z:399(ff-^Llit400. 08) 

13 C-NMR:146. 665, 143. 161, 143. 009, 142. 619, 142. 009, 141. 41 
3, 132. 084, 131. 535, 130. 443, 129. 061, 128. 840, 128. 603, 128. 4 
73, 127. 618, 127. 512, 124. 878, 116. 068, 115. 931, 106. 930 ppm. 

[0094] l&f&W 1 2] /7^~^-lQ-T% (A, C) Za±££k^£l£ 
(1) N-4-=hn7xx;wi0-75/^y/(A, C)7xf^y©^ 




Mfc58] 
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[0095] lO-TZSit^^SiA, C)7x+J^10. Og (34mraol) . ^^/l^n^hn-O-t? 
y-4. 8g (34^01), iS^/\sX/ls7fr*i/h*500m\ZmWl>t£i 5 b. t-^Mrt/'jMfr 
A19. 4g(l73mmol)Sr^o<t9^j!raLfc 0 WTf, KfSWPSr&SlfBifcU 

[0096] (2)N-4-T5>'73:=7U-10-7'5-/^>T/(A, C)7it^M 



[0097] N-4-— hD^^/V-lO-TSyv^Vy^A, C) 7*-^^4. 5g(l0. 8ramol)Sr 
^h7fcKn^7V200mllCi§fl¥U K<S*«l*S*^£*«*L.fc. J tOffe5%Pd/C( 
£*)4. 6g«rSfc(WU ?IM*-C3te#1SifeUfc„ d©3R***«iftU &»-T»10B* 

m/z:386(ff3£{jt386. 15) 

13 C-NMR:146. 771, 145. 183, 144. 191, 143. 244, 139. 687, 133. 52 
6, 133. 022, 132. 671, 132. 236, 131. 434, 131. 389, 130. 892, 130. 5 
87, 128. 518, 126. 877, 126. 320, 125. 892, 123. 907, 116. 319, 115. 
739, 105. 960 ppm. 

[0098] rgflfcfll llaKU ( 2. 3-^7^/W-5-(4-T5 T5 £± ydr-fr'J> j <73-a- 5 fr 
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2, /V— 5-(4-T5/7^^W) T^y^y^iMJ^O. 19mg(0. 5mmol) % 

t&MM&I. 05ml(llmmol)&N, N-^^V^/KkTSKe. 5g.\Z.&MtttM®. 

*t*5££tt)£fflV^ lS;^|5ffl400-700mV > S^I^SOrnVsec'^U 301M 

TOF-MS:m/z 415(— fifr), 772(H&m , 1156(H:I;flO 
[0099] rmifcM2-] tfV{2. 3-¥U-*^7U7 :C i~;V)-5-U-T5.;7~ ~JU)T*J*;*W 

2, 3-^(4-^^-/^ 3 i~/V)-5-(4-T5y7^^P)T?/=3f.y^rf-y>'0. 21mg(0 
. 5mmol),i©ig5g^l. 05ml(llmmol) SrN, N-^^/P*:/W^T?K6. 5gfC?g 

(tr— -in — ^^^;^|±) £fflwr, Hfi$£Hi3oo— leoomv, *§3l3gSioom 

TOF-MS:m/z 429 (— fiffc), 826 (Zlfiflc), 1240( = fi:ft:) , 1667(04 
[0100] r»Mjj^l3l ^U(2. 3-^(2-^^/M-5-(4-T$/7^/W)TSy^y^-»'JV)Q 



f 
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2, 3-v ? (2-^-^=/V')-5-(4-T?y7 3 :-^)T5y^fy^r-^y>0. 20mg(0. 5m 
mol), ul^^^l. 05ml(llmmol)£rN, N-v ? >^/V'*/^r5K6. 5gfcSfi¥£* 

(K-ffil. Ocm a )*JHV\ *BMfifcAg/Ag *«M1U «»fbifc«3fe^TA(lf— 
at- — 3^M*^tt)*ffiV>-r» fltffc$5ffl400— 700mV, *Hlifc*100mVsec" I i 
U 301WA'©«tt»3l*rffi\ tmt^tffoft. MJbKift^n^BAtj'fts 

TOF-MS:m/z 398(— fitt), 793(~fifl0, 1192(Hfi<*), 1602(E9S 
ft), 1987(3:j:«c) 

[0101] r3ftttffll4l aKUfN-^t-TS/7^ /U-1 O-TSy^WfA. QlZs±££d&£^ 

N-A-T%S7sl=JU- 10-'J^r/{A, C)7=--f-i?>0. 19mg(0. 5mmol), iS 
ttHMfcl. 05ml(llmmol)£N, N-^^vWvVAX5K6. SgtejS^-ftfcjaflftSr 

fflvyfc. KitsstLt, Mt^y — 5-^-»c*«?«orffceA*wiBi. 

TOF-MS:m/z 781 (~ Mft), 1167(HSfr), 1552(ESft), 1940(3£Ji 
•y-^yy^K/U^^hy — a^fc J:5IWbK '-^XtHBTG*''-* (O. lmol/L^h 
mV, 1000mV v S5cfc?— ^-200mV, 300mV 

[0102] ±KJtifc«4'C»6>nfc1t««rfflv^'C'feA*fS«U TSi**»c-C3te«c««lkS: 
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. 5F/g<DMcm®-&J>mtoiv. 5^^Wg(d«65. 8F/g*-C[P]±Uto tltlOV 

lEir/l^r-fes^U mM®&0. 5mA/cm\ *yht7tftl. 5V 0. 5V-e$J?£ 

£?TV\ lOf^/WHfOfifiSrMfittUio 
[0103] rtP.fefglll1 ^'J(lO-T$y^>^(A. C)7^^V)cp-^Bfe 

%ft?~k^ a &ott&Vo<D&f$.&ft-oti 0 lo-r^y^v/CA, c)7it-^yo. 

15mg(0. 5mmol), j&l&MWtl. 05ml(llmmol)£rN, N-^^/V^^Ar5K6 

gi/^rA(^' 3i— ^^S^tOSrfflv^fco Jfem(fc«fe-CW:m»**2. OC/c 

[0104] TOF-MS:m/z 596. 9(rft^), 893. 9(51W, 1192. 3(EgfiftO, 148 
8. 5(2fitt0, 1788. 7(7^S^), 2088. 9(-btW 

v^vvf^fi^hv—mm^zmik^-'y&xtm^-? (o. lmoi/L^h 

7ai^VTV^=!7Ay^^ciU-h(DT-feh=hy/V^^-CaiJ^):^be-^110 
OmV, jl^£fc°— ^200mV 
±BEJt *W9lT?»e>nfcm«Srffl v WS^KU Hife0!J4i:fRl^o^#tc:T5te 

/V0-C«83. 6F/g©SSrtta£*^#b*u ^^f;vu\z.\i62. OF/gSrtM&TU 
10^^Pa-C47. 0F/g{^iSTbfc„ 
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[1] 



Hbi] 



R 1 R* 

w 

N N 




(la) 



1 10 

1 10 

y^-^um. Y-cs^l$*vTv^Tt.<tv^^^/vS, Y-es^^ttTV^Ttiv^fDy/w 
Y-egm$*i.T^-cti;v^y/^XfiYr-«m$tv-cv>T i t)J:v^-g— ^dtU 

—*m(R i kR 2 ki>mm7*^&. vv^m, -i-y^/vm, i-^- 

c — C 7/V^/VS % C — C TVl-n^g, Y-eg^nTV>Tt>«tV^73i= 

1 10 1 10 

/vS, YTg&£tLTV^t>J:v^ 0 yi?/i^ Y-egm^ttTv^iv^tf^^-/^ 

HifeSfvo ^-obiv ^oy/i^ YT-gm^ttTv v-ob-tv ^y/vasxttY-esift* 
n-CV^-ct> e tv^-a-^^ciTy-^^(R 3 i:R 4 <b^flfrfcl^^/wS, f yvvwg, tT7 
-#-7^36, ^^A-g, t°ay^, :7y^atef*»#^^»7y— a-A 

X'fi, -NH-R-NH-X(i-NH-R-Sr^U 

R 5 S.tm 6 W:, ^^tt^ScUT, C — C T/^U>m. -C (O)CH - -CH C ( 

1 10 2 2 

o)- Y^g&^TV^Jcv^jffio^-tfi^ Y-cg^tu-cv^-ct>J;v>2ffiro 
tfy^vm, YT*g&£*vT^Tt><fcv^catr:7 3 :rvv& > Y-e@&£tvrv >-obi:^ 
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Yfi, /M=r<7VJB^, v<7v&, ^hnS, c -c 

1 10 

T/V-ZriV^ C — C /MJ7/^I, C —C TACJ^S, C —C 

1 10 1 10 1 10 

Zf±, ^d^^J®-T-, '>7VS, =hn3£ % TS/S, K-=/Hi, c -c 

1 10 

T/V*JV^ C — C /noTA^/H^ c — C 7VV=»3-Vii, C — C isTSTsU* 

1 10 1 10 1 10 

/use, ?^-/um, \?-7^~/ism. -ry^M, ^^jvm. ^v^m, yy^mx 
[2] fltrieR'stm 2 ^, ^tvenascuc* as (2) T^^tus-tSrwmt-t-sff 

WK2] 



R 7 




(2) 



Ft 10 



1 10 14 1 

C TVV-a^rv^ C — C v-T/TVV^rA^ ZT-g&£;ft/tV^T&J;V ^0,-/1^ Z 

10 1 4 

zfi, xspy>j^7-, ->r/s, wk^h, tfrvug, c -c 
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T/UdM-K, C — C ^uTA^A^ C — C T/Wa^S, C — C S/T/T/W 

1 10 1 10 1 10 

/um. 7x^s ( tf^^/i^ -i-yf/um, f-^.^m. fny^s, ^y^gx 



(3) 



^nyvjjj^ *>T/£, =*n£ % TSy«, wj**^*, tf~/W&, C — C T/V* 

1 10 

1 10 

Ztt, ^n^v/g^ v'T/fi, xjK^-vS, C -C 

1 10 

TVl^/VS, C — C /ndT^^/H, C — C T/V3drv-S, C — C iSTSTA** 

1 10 1 10 1 10 

t^x-zH, -J-^fvWg, fnyA-S, ^y/V-SX 



R" 



(4) 



/M^yyg^, ~>tvs, ~bp^ r?ys> br^s, c ~~c r/v=¥ 

1 10 

/WS, C — C T/W==¥->&, ZT?Blft*tbrV , »Tt>«fcV^73;=.A'a > Z-C|g&£*Vt 

1 10 

ztt, ^ny^jBS-T-, ->tv£, -hag, r^g, »K#^a, tr-^g, c -c 

t 10 
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1 10 1 10 1 10 

/v&, 7x^2, \f-7^~/v^ ■i-yf'^m. ^-a-s, tfoy/v-g, 
[5] tfim&RV&tf, **v?naficL-c , (5) -e^Hs^t^wmt-t-sw^i 




^a^I7, ->7Vg, =bPS, J-xK^f i/S, li'-^S, C-C 

T^^m, c — c TAd^>a, z^S&Sjft/O^-cfc.tv^^/i'g, z-eftifc 

10 1 10 

Zi2, ^Noy^JS^-^ =hci^, C -C 

1 10 

tvi^a-J^ C — C /noT/^S, C — C TW^i'S, C — C 'yTSTtv-* 

1 10 1 10 1 10 

/V-g, tf^i^/l^ ^^c^VS, fc°oy/VS> ^JJ/W^X 

lite] 

R 29 R 28 

/Noyyi^, ^T/m. ~h*&. T$sm, xtf*ism* v-^m. c -c t/k* 

1 10 

/i-S, c -c T/u==3^>S, ZTitil&ft/t^-rb^v^^/i^ zxm&ZtiX 

1 10 
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zfi, y^y>-m^ i/Tsm, ~b*m. r*;m. xat&m. *?~s\»m, c -c 

1 10 

T/V-*;V^ C —C ^oTJ^/um, C — C TjVzv*Z/&, c ~~ C i/TJTJV* 

1 10 1 10 I 10 

7^/H« fc* t^^/v^. ^-a^vg, ¥uV;vm, yV/u&X 

R 31 

■^"'"i^ R32 (7) 

w 1 

/^y>Jj§W\ ~>7Vg, -hcg. T57g, \t-A>m. C ~C T/V* 

1 10 

1 10 

Ztt, ^n^ffl^K ->7Vg, -hng, T5/^ ^^>m, b*~/l^ C ~C 

I 10 

T/^S, C — C s^oTsU^/ls^ C — C Tyl^^S^ c — C v-T/TA-:* 

1 10 1 10 1 10 

/wg, yzL~;v^ \?7*l~)V^ -Tyf-zv^ ^—yi^ tftiyyi^, y]}^&X 

Hfcffl 

N N 



7 r (») 

^n^M§H\ ^7V&, -baS, :«tf*v^ tf^/Vg, C ~C TA^C 

1 to 

1 10 



WO 2005/076295 PCT/JP2005/001388 

51 

z», ^h-pvishk i/Tsm, ~h*m. r^ym, ^^y&, tr-A-g, c — c 

1 10 

T/U^-/Um. C — C /nd7M/1'I, C — C T^a^Ss, C — C 'STST/V* 

1 10 1 10 1 10 

/V'S, 7i=;vl, f^^rvug, ^^/V'S, ^air^iS, t^ny/i^g, y])/uMX 
WW] 

R 38 R 37 R 36 

(^tfR^-R 40 ^ ^rtvW?Jh3ib-C, gS±CftEcD&g-f g^LT^5*??IJ^^, 
^e^Vjj^ i/T/g, -hng, *aje^Si, f-A-^ C -C TA-=¥ 

1 10 

1 10 

ZJ3, ^oyyl^-, VT/S, =hc3£ % 33tf*S/tf , fc^A-ffi, C -C 

1 10 

TA"*Aa6» C — C /npT^/I'S, C — C T/Wa^g, C — C *ST/TA<*t 

1 10 1 10 1 10 

/um, 7=.-;\<m. ^7xr-;vS, t7^;H, ^xrvv^, fc°oyA^ ^y^SX 
[10] ttjgER 6 ^ ^(10)^$^^<t^i5:i:-t-SfS*^l"5CDV^^^l«fftl*(D 

Wbio] 

R 44 4 }-R" do) 

ysny>JF7- % ->T/S, ^#*">-g, tT=/l^ C -C T/V* 

i to 

1 10 
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z«. ~h*m, T^;m. tr^g, c -c 

1 10 

T/U*/U^ C — C /NdTyU^S. C — C TVl'^v'S. C — C S/'TVTA'* 

1 10 1 10 1 10 

/vg, 71-^1, fc^^/i^ ^=vv-g % tfny^S, ^V^mx 

[11] fllrfBR 6 ^, ^(lDT-^^^-iSrWii-^iRJSl-SOV^-f^^lJeiE^O 
Wfcii] 

R 45 

/-l-v R 46 

w 2 

/M=y>JS^, VTVg. -hog, 3i7K*^S» C -C TJV* 

1 10 

1 10 

Zte, ^ny^S^, v-7/S> -hnJE, C -C 

1 10 

C -C /^P7^H, C «-C T/I^driXS, C — C iSTSTtX*- 

1 10 1 10 1 10 

/Hx 7x-/H, trVa^/vS, ^^•/vX, ^^t— yv-S, h°uV/^&, yy/vmx 

R 47 _ R 48 
N N 



7 <f (12) 

o 2 

(5£#R 4? -R 48 te, -tiV^nift^LT, RicDfljjStOttH-eaiftLTV^^jRJSC^ , 
/^y>-Jgi^\ ->77S, =hng, TSyg, »a«r">Sk tf=/U&, C — C 

1 10 

c -c T/v^v-fi, ZT-E&^ftT^TfcJ:^^/!^ zxmM&fvx 

1 10 
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Z«\ /Ma^jpfHK ^T/S, ~H=rg, T5y& % *-#*->m^ tf-J^m. C ~C 

I 10 

T/l^/Wg, C — C /NnTyV^/WS, C — C TA-a^y^ C — C i/TJTJV* 

1 10 1 10 1 10 

/um, y^/i^M. vy^/um. i-y^^, f-^/um, tfuV/i'M, yv/^&x. 
C{bi3] 



(1 3) 



/Npyy]^, isT/m^ -hnS, ^#3r:X&, If-A-^ C — C 7Vl-=¥ 

1 10 

1 10 

Zfi, />ny^J®7- > =hnS, T5y£-. aaK*^, tf-^S, C -C 

1 10 

7;^;H, C — C /NnT^^/uS, C — C TA-^v'g, C — C ^7/744 

1 10 1 10 1 10 

/v-g, :7s:-/wS» tf^^/wg. -t-^^/wS, fx=yH x troy^S, ^y/uSX 

[H] iffiBR'tR'ir^^^-e^t-c^^^s^^ ^(i 4 ) xmsnzztzwrnt 
Wbi4] 



R" (14) 




7-, v'T/S, -hn^ T5y&, »K^S/iS, t'-A-S, C — C C ~C 

1 10 1 
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zte, ^nyv-jgc-K ->T/g, -hna, r?ys> ^tf^g, tr^A*, c ~c 



10 



T/Udf/VS> C — C ^nT/V-^A'g, C — C TW^v'S, C — C v'TVT 

1 10 I 10 1 10 

/v-&, 7i=;H ( f7i-/n, -ry^^m, <?=-=-svm, fayA-g, ^yAgjs: 
[15] *(ib) ^*n**yT?/*y*^y>^-s*Sr«s®*Htux-^tf ii«r»« 



Wt, R'Atm'tt* £*LS>#*#— flMafeoT* -CH CH CH - -CH CH O- 

2 2 2 2 2 

, -OCH CH -CH OCH -OCH O-, -CH CH -SCH CH -CH 

22 22 2 22 22 

SCH -CH CH N (R -N (R ) CH CH -CH N (R ) CH -„ -CH CH 

22 22 222 2 22 

CH CH -\ -CH CH CH O-, -OCH CH CH -CH CH OCH -CH O 

22 222 222 222 2 

CH CH -CH OCH O-, -OCH CH O-, -SCH CH —OCH CH S- x 

22 22 22 22 22 

-SCH CH O-, -CH CH— CH— ^ -CH = CHCH -OCH-CH- -CH = C 

2 2 2 2 

HO-, -SCH=CH-, — CH — CHS— x -N(R)CH=CH-, -CH = CHN(R)~. 
-OCH=N-, -N = CHO- -SCH=N-, -N = CHS-, -N (R)CH-N- — N 
= CHN (R ) -N (R) N = CH- -CH = N (R) N~ % -CH = CHCH = CH— % - 
OCH CH = CH- -CH = CHCH O-, -N=CHCH = CH- -CH = CHCH = 

2 2 

-N = CHCH-N- -N = CHN=CH- h IX tt-CH = NCH = N-£7#/& 
% Rtt* frmim-, C — C 7^4, C ~C /np7;^S, C -C *sTJT 

1 10 1 10 1 10 



Mbis] 




(lb) 
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57^, C — C T/U^r/V-m, C —C T/U=2*ci/m y YT*^&£;ftT^T , b,fcV V7„-n:=. 
1 10 i to 

/i-m, Yxm&£ivx\,^xi>&^vi?/i'&. Yxm&£h,x\<^xi>£\<^7*~/um 

. YX-W&£ivx\ / ^xi>^^-i-73-;i'&, Yxm^i^X^^Xii^^^-^-^M, YX 
ggtetixv >-oi>«fci >fGy/^ % YxmM^ivx^ ^xh^^V/^MXltYxm^ 

nx\,^x^£^ffi&^TvTV~*m(R 3 tR*bAmm7*~;^ w^vm, tf7 
i-y^-^m. *?^-jvms ^v^m. yy^&xteffi&^vTv-^m 

<Db%. ~frb(r>m-t^iSX%i&VX^Xh£X\ )£^U 
X l {i, -NH-R-NH-^tt-NH-R 6 -5rtU 

R 5 J5:tm 6 {i, ^nWa^U-C, C -C T/VdrW>S, -C(0)CH -CH C( 

1 10 2 2 

O)-, Y-Cg^ttTV^t>J:V^2ttO'-<>'if>'a^ YXW.&&foX^X%>^^2ffi<D 

¥Vi?>m. Yxm&znx^^xh&^ffiw -?^~>\<^ Yxm&£ivx\<^xh&^ 

Ytt, /m^VM^S i/T7S, --hng, T5;7^, aytf^Jk C -C 

1 10 

TVl-df/l^C — C ✓NnTyV^vva, C >-~C T/W3^rv'Sv C — C v'T/TA-Sr 

1 10 1 10 1 10 

/v3k zxm^ttx\,^xhX^^y^.-^m. zxw&Ztix^^xb&^ViS^m, z 

m^nxv^xt.tVN^^/u^, ZT-g&^T^-Obiv^ny/i^ ZT*«j&$*t 
tv vob <tv ^y/i^mzT-^&StiTv ^<fcv ^ffrg^T-nry — vwaSSrStL Cfc 

Ztt, ^nyyg^, v-T/g, -hog, T5/S> ni^v'S, tf^/Wg, C -C 

1 10 

TyVdr^S> C—C ^vT^/um^C—C T^a^vg, C — C i/T/T^* 

1 10 1 10 1 10 

/vg, r^^vvg, iT7x-;i'S > t7f;vS, f-x=;vS, fny/vg, ^y^SX 
tt^^nTy-^^U(^cb,Z^2<®^±<D#-a-|i|ll-^^7i(C^o 
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[16] 



(lc) 




l 10 

1 10 

S> Y^fsm^ax-^-obiv ^v^&xitYxmM^thX^ >-ot><tv ^^^nry 



[:ftot, -CH CH CH -CH CH O-, -O 

2 2 2 2 2 

CH CH -CH OCH -OCH 0~ N -CH CH -SCH CH -CH SC 

22 22 2 22 22 2 

H -CH CH N (R ) -N (R ) CH CH -CH N (R ) CH - -CH CH CH 

2 22 22 2 2 222 

CH — CH CH CH O-, —OCH CH CH -CH CH OCH -CH OCH 

2 222 222 222 22 

CH -CH OCH O-, -OCH CH O-, -SCH CH S-, -OCH CH -SC 

2 22 22 22 22 

H CH O-, -CH CH = CH- -CH-CHCH -OCH = CH- *~CH = CHO 

2 2 2 2 

-SCH-CH- -€H=CHS- -N(R)CH = CH- -CH=CHN(R)- -O 
CH-N- -N=CHO- -SCH=N~, ~N=CHS-, -N (R)CH = N~, -N = C 

hn(r')-> -n (r)n=ch- -ch=n(r)n- -CH=CHCH=CH~, -OCH 

CH = CH- -CH-CHCH 0~, ~N=CHCH = CIF, ~CH = CHCH = N- - 

2 2 

N=CHCH=N- -N=CHN=CH- t>L<«-<:H = NCH = N-$r^jcL. Z.(D 
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*^JS-7-> C — C TA^r/U^ C — C /M3T^/VS. C — C ^T/T/l'=^yWS 

1 10 1 10 1 10 

, z^glfc&ftT^Tt.fcv^^—yi^ Z-C^$tbTV>T?bJ:V , 'fc''y^l'S> z-eg 
&£;ft/rv>Tt>,fci^b:V:n=,/v-g, zxm^tix^^XhX^^y^^^ z-eg&& 
tv-cv^-ct>J;v^ain/vs, zxg&£ax-tv^-ob«fcv^ayA-^ z-egikstL-ti^ 

X'fcfc, -NH-R-NH-X}i-NH-R 6 -£^U 

R 6 S.tm 6 «;, ^tveftSfc&L-c c -c r/w^uvs^ -c (o)ch -ch c ( 

1 10 2 2 

o)- Y-c{S^§tvrv^-ctJ;v^2{iffio-<^if>'S > Y-c-g|&&;ix-ci^-ctJ;v>2«<£> 

2*CD^:7*U^ N YT?g#|;*nTV^Tt>£V^2«©^:7^:''m. Y-?B&£*Vt 
1/ ^Tl>iV ^2m<D\fu—;vn, Y-Cg^tuTV ^Tt«tV >2tf c7577>-^XttYt?gife 

Ytt, Wfi/H&^ ->7/S> -HoS, T5y^, x^S, fc?^/l^ C -C 

1 10 

T/U*c/um, C — C ✓>.n7VV3r/l'S, C —C TVl^^^ C — C fT/T^* 

1 10 1 10 I 10 

A*, Z-mt&£*uTv>-Ob=fcv^^-;i^ z^g&£*vC^-Ob«fcvn:"y^&, Z 
•eg^tv-CVN-ct<tvMf7^yv^ x Z"Cg^tl.XV^'bJ;V>-^7^/vS. ZXg 

&&*ira^-obJ;v>^-/v&, z^g&^tira^-obiv^ny/v^ z-eg&£ft 
-cv >-ob£v ^y/vsx»z-eg^$tv-cv ^tiv ^^^ory-^^^L (fc 

Z«, ^Nn^JBt^-, ->7/S, -ho^, T^yg, ^dr^S, tf-/W&, C -C 

I 10 

T/Udr/VS, C — C apT;^!, C — C TVP^S-'g, C — C iSTSTn<3f- 

1 10 1 10 1 10 

7i^/wS, ^7x^1, ^-^^/Uffi, ^=r.^;vm. Ifny^S, ^y/P-^X 
Tt>J:v\ K 

[17] s;(id) ^**n*#yr$y*y^y>''fb^*«ttn&*«ibT*tPifc«^m 
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Hfcl7] 




(id) 



t*4U R^JtWR'tt, ^#S^-^[I^ot, -CH CH CH -OH CH O- 

2 2 2 2 2 

, -OCH CH -CH OCH -OCH 0~. -CH CH -SCH CH - % -CH 

22 22 2 22 22 

SCH -CH CH N(R ) — , -N(R)CH CH - -CH N(R)CH -CH CH 

2222 222 222 

CH CH -CH CH CH O-, -OCH CH CH - % -CH CH OCH -CH O 

22 222 222 222 2 

CH CH -CH OCH O-, -OCH CH O-, -SCH CH S-, —OCH CH S-, 

22 22 22 22 22 

-SCH CH O-, -CH CH-CH-, -CH=CHCH - % -OCH=CH- ~CH = C 

2 2 2 2 

HO-, -5CH=CH-\ -CH = CHS-. -N(R)CH = CH- -CH-CHN(r')- 
~OCH = N-, -N=CHO- -SCH = N-, -N=CHS- > -N(R)CH = N- -N 
= CHN (R) -N (R) N = CH~ -CH = N (R) -CH = CHCH = CH- - 
OCH CH-CH- -CH^CHCH O-, -N=CHCH = CH-, -CH = CHCH = 

2 2 

-N=CHCH = N- -N=CHN=CH- t> L< ii~CH = NCH = N-^r^fiS 
» R tt, *fIT-« C —C T/V^r/ums C — C /noT^S, C ~~C *ST ST 

1 10 1 10 1 10 

ZXUW&frX^^Xh^^^/v^ Z-?«ift$jft/CV >Tfc£V M^JJ ^ 

z^mm^tix^^xh^^^^/um. zxn^tix^^xi>^^^/um, 
zxm^tix^^x^^^^^^m, zxm&£tix\^xh^^rj})/um, zxn 

&£*vO ^Ot>«fcv ^v^mxfezxmMZtixi ^Xh <tv ^^^nry— /vSSr 

R 3 >t/R 4 '«, :^^#S/!)^i(:^ot, -CH CH CH -CH CH O-, -O 

2 2 2 2 2 

CH CH -CH OCH -OCH 0~, -CH CH S-, -SCH CH -CH SC 

22 22 2 22 22 2 

H -\ — CH CH N (R ) -„ -N (R ) CH CH -CH N (R ) CH -CH CH CH 

2 22 22 2 2 222 

CH - -CH CH CH O-, -OCH CH CH -CH CH OCH -CH OCH 

2 222 222 222 2 2 

CH -CH OCH O-, -OCH CH O-, -SCH CH S- N -OCH CH S- % -SC 

2 22 22 2 2 22 
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H CH O-. -CH CH = CH-, -CH^CHCH -OCH-CH-, -CH=CHO 

2 2 2 2 

- -SCH = CH- -CH=CHS-, -N(R)CH=CH- -CH=CHN(R )-, -O 
CH=N- -N=CHO-, -SCH=N-, -N=CHS- -N(R)CH=N- -N=C 
HN(R)-, -N(R)N=CH-, -CH = N(R)N-, -CH=CHCH = CH-> -OCH 
CH = CH-, -CH=CHCH O-, -N=CHCH = CH~, -CH=CHCH = N- % - 

2 2 

N=CHCH=N-, -N=CHN=CH-, t)L<li-CH=NCH=N-«L, Z(D 
*^fJ^-T, C — C T^/um.C—C /noT/W^S> C — C i/T/T/W=¥/WS 

1 10 1 10 1 10 

, ZTig&^HT^-Obiv^^rvvS, ZT{g&£*iTv^Tt>.£i^y^v£. ZT-g 

X'te, -NH-R 6 -NH-Xfi-NH-R 6 -^r^b, 

R b ^.U«R 6 «:, *^jX»^UT, C -C muvS, -C (OCH - -CH C ( 

1 10 2 2 

O)- YTfg&$ftT^TkJ^2ffi<D^>'-t?Vlg, Y-C{S^H-Cl/>-Cfc.=fc^2lfficD 

fy^vs, Y-^mM^tixi^xh^^m^^^-^, Yxm&£tix^^xh&^ 

2ffi<D~?-7?U>'ffi y YXBM£)nXb^xh&^2ffi<D?-*7~i/m. YXW&£ivx 
Ytt, ^np^vJSC T-, ->T/S, - Soft, C ~C 

1 10 

TA"*r/>m, C — C /NnT;^/H^ C — C TVl^^S^ C — C *ST/?A*t 

1 10 1 10 I 10 

/vS, z-cp.^$nTv>Tt>J:v^^=/ws, ZTNR&£ftTv>Tt>J:v W^SS, z 
Tjlt&£*iTv^t>£i^:7cn=vi^ zi?{g^$ttTv^TfeJ;v>^-^^s N zxm 
tfe$n-cv>-ct«tv^^--^S, zTS&^H-c^-obiv^uy^g, z-cg&£ft. 

zra, ^Noy^ig t- % vtvs, -hos, Tn;m, auK^a, c —c 

I 10 

TVl^/V-g, C — C /NaT^=Sr/WS, C — C TVW^v^ C — C i/T/TAs* 

1 10 1 10 1 10 
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ify^/um. -ryfjvm, ^-^m. ^w^m. yy^mx 
[is] Mm&'Rv^'tf-mzte^xj&mzhzm^ &.a5)xmztiz>^k&¥t®.kir 

Kfcis] 




(1 5) 



~>T/S, ^hn^, T5/^ aaJWf t'^S, C -C T/Pdr/V&, C — C 

1 10 1 

10 

Zfct, ^n^VliST-. *>7VS, ~hng N T^yfi, w^^/S, t'=/VS, C -C 

1 10 

T/^V-S, C — C /NnTyV^S, C — C TjVzx^^ c — C i»7S7A& 

1 10 1 10 1 10 

;vm. y=.~^m. ^x^/n, •j-yf/vm, ^^m. tf py/vs, ^y^sx 

[19] ffilER 3 S:t/R 4 ^-^[c^oT^$tl^.adS, SC(16)T?«SixSiiS*«t-r 
Mbl9] 




(i «) 



(5£*A 4 f*o;scfis£^u r 67 -r 70 «, -t^^ScU-C, *ii-T, ^py>JSK 

*\ v-T/S, =hn3£ % T^/m, xtf*ci/m* tfc^/vS, C -C T^Mf/uS, C — C 

1 10 1 
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/^^y>J®-7^ ~>ryg, TSLsm, x.rf*~ym, \f-^m. c -c 

1 10 

T/U^/U^ C — C /M3T ;V3cJV^ C — C TW^^S, C — C i^T/TVl^ 

1 ID I 10 1 10 

[te20] 

/ \ 

N N 

R 71 R 72 

a, T^/Sx ->S, tfrvvg, C — C T/V3VVS V C — C TA-rJ^g, Z 

1 10 1 10 

Zte, /NPy>J| T\ ->7V&, ~H=g, wKdf-V*. tfrvPg, c — C 

1 10 

C — C /M37^;l'S, C — C TA=rdfi^ C — C i^T/T;^ 

1 10 1 10 1 10 

/i>m* y^—su^ ^y^=./u^ -fy^/vms fxn;H, yA-g, ^u/^mx 
[21] ft *JSl-20©v ^-ftt/O^JSIE^^^^-rfU^W^fflmfiiSrii^SCi: 

[22] tWEstda) ^$ns#yr5>^y^y wk^*»fe*sm«iS»R&««lR 
[23] atf^E^db) vm£ti5&»T$;*y*vy^k&®frbft%mmmwm^mm 
[24] imb5£(ic) ^&£nztfvy^s*y*vv^k&m^tezmmmwm$&m&. 
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[26] 5£<i8a) T&tisti&rs.;*;*^ ^t^^mmmmm±^mmm^-r^t^ 
Htszi] 



l 10 

l 10 

YTfS^HTVNTt>«tv^y^xttY-eg^tt-cv^iv>i|?S-g-^nry 
— yvat(R I tR s i**wffi73:=/i'a, t°y^/vs, t^^/vg, -ry^-zum. 

C — C TATA'S, C —C TA^Sri/g, Y^jS^^ttTI/^T'b.fcV^*^ 

1 10 1 10 

Ag, Y^gj&^nrci^Tfei^tfy^Ag, Y-e^^$tt-cvNTtJ:v>^7--n— Ag 
> Y-cgjfc&h/ti^TfcJ^-T-^/vg, Y^g&^TV^-Obil^^-Ag, Y-e 
K&£*vt</ ^Tfc«fcV Nfc°oy A-g, YT?B***t-CV ^Tb ±V ^y/VSXttYT'g^ 

i^us, -^^vvg, ^mrvug, eay/vs, 7y^sx^^—7 L nry'-/vs 



N 



N 
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X 2 fi, -NH-R 73 -NH X«-NH-R 74 §:^b. 

2 

R 73 tt, C — C 7;^l/yS, -C (O) CH -CH C (O) Y-CS&£tbTV >T 

1 10 2 2 

VvOb-tV^-fffitDt^i^/Wg, Y-C@#l^tl'-CV'>-Ct><tV''2'(li(Z)-^7^U^ > YT?g 
, Y-eH&£*Vt I ^"Ob il/ ^2ftB(D77>-SX«:Y-eE^ivC^-Ct> ^iS-S-^n 
R 74 (4, C — C TATA'S, T-fcfvV^ Y-C©^^^-CVNXt>«tV^ 3; =./VS % Y 

1 10 

&£;h/ct^Tt>J:v ^^/pg, Y-?®&£:h/c^Tt>J;v>^ai=./v^ Y-efgi&£ 
^-cv ^t>«fcv >t°ny/us, Y-cft&£*i/tv ^fcit ^y ^SXfiY-egm^tuTv > 

Ytt, VTVS, =hnS s ^#^3, C -C 

1 ID 

T/U^r/I^Ss C — C /M3T/l'=¥/l'S, C — C T/I'^v'S, C — C v-7V7VV3r 

1 10 1 10 1 10 

/wg, z^jK&^tvT^-ttJcv^rvvg, z^ftm^Tv^-Obiv^y^/wa, z 
■eSU^tv^J;!' ^^7x^1, z-cgm^Xv^cti/^^^S, z-cs 
&£HT^TbJ;vv^--^3S, z-c®^fe^i^-cv^-C l bJ;v^t°ay/^s^ z-eKifc£*x 
-cv>-ct>J;v^y/vsx«z-c^^ti-cv>-c i bJ;</^^7 1 ciTy— /vm&W^itz. 

fcU Y/552fliW±cO#-^ttlKl-*^2t^<C-o-Ct=tVN) , 
Ztt, ^Nny^-Ts ^T/g, =hn&, tf=^«, C -C 

1 10 

T/l^/l^, C — C /NPT/V^r/USs C — C T/W^^rv-g, C — C ->7/7/V^ 

1 10 I 10 1 10 

;um, 7i^;n, ^7*^g, f-^jvm, t°py^s, 7u^ax 

oT<b=fcv\)J 

[27] 5£(i8b) xm£ti%T^;*y*W>ft&M&MMMmm±xmMm&irz>z.b& 
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R\ R 2 

y< 

N N 

Q-* (18b) 

R 3 R 4 

[^f , R l '&tm 2 'fi, ^ttfc^-S^-j^^jfco-C, -CH CH CH -CH CH O- 

2 2 2 2 2 

„ -OCH CH -CH OCH -OCH O-, — CH CH S-. -SCH CH — CH 

22 22 2 22 22 

SCH -CH CH N(r')-, -N(R)CH CH - -CH N(R)CH -CH CH 

22 22 22 2 2 22 

CH CH -CH CH CH O-, -OCH CH CH -CH CH OCH - N -CH O 

22 222 222 222 2 

CH CH - s -CH OCH O-, -OCH CH O-, -SCH CH S-, -OCH CH 

22 22 22 22 22 

-SCH CH O-. — CH CH-CH- -CH-CHCH -OCH-CH- -CH=C 

2 2 2 2 

HO- -SCH=CH-. -CH=CHS-. — N (R ) CH — CH— , -CH^CHN(R)- 
-OCH = N-, -N = CHO- -SCH = N-, -N-CHS-, -N(R)CH=N- -N 
= CHN (R ) -N (R ) N = CH— > -CH = N (R ) -CH = CHCH = CH- - 
OCH CH-CH- -CH-CHCH O-, -N=CHCH=CH- -CH=CHCH= 

2 2 

-N = CHCH = N- > -N = CHN = CH-, tb<fi-CH = NCH=N-%^ 
, Rtt, C — C TA^A-g, C — C ad7;i4;H, C — C i^T/T 

1 10 1 10 1 10 

Z"CS#l^tvTV , '-Ct)«tV^^^va, Z-^g^tt-CV^-CtxtV^ay/WS, ZXW. 

tfc£*vrv ^-ci> ^y A-^xtez-rg&^tv-ci/ >rt> iv ^-s-^ ^nry— /vg£r 

C — C T^df-^S, C — C TA^i/g, YXWit&ZilXb^Xt}^^^— 

1 10 1 10 

Y^sm^-O^Obiv^y i?/um. YX-tSMZtiX^^Xh^^y^-sum 
HTv^Tfe^v^^-^nry— *m(R 3 bR t ttftiH&-7=.-/\'m, trying, t"^ 
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i-^/Um, =f-=c.^i-m. t°n!J/WS, 7V/l>&JUZffi&^ tvTV— 
X 2 te, — NH— R 73 — NH 3t«-NH-R 74 ^r^L, 

2 

r"}±, c — c 7Mi/yS,-c(o)CH -, -ch c(o)- Y-e@tfc£ti/ci/>-t 

I 10 2 2 

^.fc^facO^V-lfVg, YTe^tbT^Tt iV^ffiOfy^V^, YXm&ZfrX 

, vcifijjisjvrv ^xh ±v ^(©^^^xiiY-rg^ix-rv >-ct<t>' 

R 74 fi, C — C T/W^f/VS, Ttf/VS > Y^g&£;h,-CV>-tt>cfcV^i-/Vg, Y 

1 10 

mzHx\<^xh&^7^&, Yx-mMztix^^xbx^^-^m, Yx-n&z 

tlX^Xi>&^nVA'& % YXmi&£tlXl^Xi>£*<^V/l'&XfcYXWM£ilX\,^ 
Xh£^ffi&^TuT))—sum&$ltU 
Ytt, ^utf^ffi?, v-T/S, =hoS, rtTj^^^S. C -C 

1 10 

T/U^-/ums C —C s^T^Asm^ C — C TA^^S, C — C IsTST/V* 

1 10 1 10 1 10 

xm&ztix^ >ti>j:v ^-j^/ums zx-m&ztix\< ^xhx^ ^^^/vs, zxm. 

^itX^^Xh^^^—^m, ZTg&£*tT^Tt>J:<^fc:°ny,i^, z-Cftl&£;ft, 

Y*2fl8£Jl±<0»#l4llI-*>4BS:fc|W;o-CbJ;V^ % 
Zte, ^t^xM^s £<7V2£, ^hPffi, aytfsfrS'Si, If^ffi, C ~C 

1 10 

T/W-dr/VS, C — C /no7;^I, C — C 7^^->S> C — C ST/TA^ 

1 10 1 10 1 10 

;vS, 7i^S 4 /t-^ -^^vi^ ^-a-S, tvyyvS, ^y/v^x 
f*«S^7 i PTy-/^^-r„ (fcfc*L, z^2fli^±<o4i-g-«|R|— a»ffl2icn<e 

[28] s: ( i 8c) xmztiZT^y*; *w ^it^^mmmm±xmmm^-r^t^ 
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Mfc23] 



R 2 



w 

N N 



( 1 8c) 



1 10 

1 10 

v^^S, YT?em*ixTi.^T'bJ:v^^-/va > Y^B&^TV^-CfciVMfny/u 
-^(R'iR^ttrfB^-^S, tfy^S, tf7xr:;H, -*-7?vl^ 

/vs. fc°ny/ws, ^y/wsxiiiSI-a-^^oTy— /ws^^gr, r^fe®Si4^f 

R 3 'S.tm 4 '«, ZflbG-mtf— IfcKftoT, -CH CH CH - -CH CH O- , -O 

2 2 2 2 2 

CH CH -% -CH OCH -OCH O-, -CH CH -SCH CH -CH SC 

22 22 2 22 22 2 

H -CH CH N (R ) - -N (R ) CH CH -CH N (R ) CH - -CH CH CH 

2 22 22 2 2 222 

CH ~€H CH CH O-, -OCH CH CH -CH CH OCH -CH OCH 

2 222 222 222 22 

CH -CH OCH 0-\ -OCH CH O-, -SCH CH -OCH CH -SC 

2 22 22 22 22 

H CH O-. -CH CH-CH-, -CH=CHCH -OCH = CH- -CH = CHO 

2 2 2 2 

-SCH = CH- -CH=CHS-, -N(R)CH=CH- -CH=CHN(R)-, -O 
CH=N- -N=CHO-, -SCH = N~, -N=CHS-, -N(R)CH=N- -N=C 
HN (R ) — , -N(R)N=CH- -CH = N(R)N-, -CH=CHCH=CH~> -OCH 
CH=CH-, -CH = CHCH O-, -N = CHCH = CH-, -CH=CHCH = N- - 

2 2 

N=CHCH = N-, -N=CHN=CH- tt<tt-CH = NCH=N-?:ML, rcO 
wH^(^S(Z)^^JS7 •^^Ufc*«7-ttY-Cg^tu-CV>-c , bJ;<, R{i, 
C — C TVi^/uS, C — C ^nT/i^/i-'fi, C — C i/T/T/^/i-g 

1 10 1 10 1 10 

, zxm^tiX^^Xh^^^-^m. z-ee^i^-c^>-C'fe>J;v^t^y^^S. zx*W 
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X 2 f±, — NH— R 73 — NH Xta-NH-R 74 £:^U 

2 

R 73 tt\ C — C TA-^rl^^ -€(0)CH -CH C(0)-\ Y-Cg&^TV^T 

1 10 2 2 

b<fcV^2*cD-<>"1f>lS, YT®&£*lTlvTb£^2ffi£>fc°y^V^ YT-fa&^Jvr 
V^Tb«^2«<£>fc*:7 3 :~/PS > YXW.^fvX^Xh^2m<D-r-y^iy^, YXW. 

, Y-t-g&&*vrv N-cb J;v ^2ffi©:77:^Xf*Y-c-g&£*vo ^Tb<fcv ste-a^n 

R 74 |i> C — C T-k^/V^, YTSJft$ttTV>TbJ:V^=;-^, Y 

1 10 

-CS&^TV^TbiV^y^A-g. Y-^fg^^tvrv^-rb±v^if7^=./w^, Yxm 
&£*vcv^-cb«fcv^-:7^/va % Yt?g^$n-cv>TbJ;v^^^=/v^, Y-eem£ 
nrv v-obctv >tfny,i^ YT?g^$ttT^Tb =tv ^y/uSxttY-rg^tu-a * 

Yfi, ^a^v®^, =M=x, T^ys, ^drv-s, trrvi^ c ~c 

t ID 

T/U3rA^ C — C /NPTM/VS, C — C T/W3^rv-S v C —C *sT/TA*- 

1 10 I 10 t 10 

/^m, zxm^tix^^xhx^^y^^m, zxm^tix^^xh^^v^B, z 
xm&Zixx^ ^TbJ;v zx^^tix^^xh^^^/vm, zxm. 

m&nx\,*xh£\<^^-/i<m, zxm&ztix^^xb&^uv/um. zxmm&ti 
^cyyig^, ->7/s, -bum, r$y^s ^^i/ffi, bf =^s, c ~c 

I 10 

T/U^r/um. C — C /M37^£, C — C T^Sr-v-a, C — C isT/T^ 

1 10 1 10 1 10 

^^/l^ ifP'^ypJE* t7f^S, fny/vS, ^y/wSX 

oTb«tV\ )] 



WO 2005/076295 



PCT/JP2005/001388 



68 



( 1 8d) 



Mt24] 
N N 

C3;4\ R^tm*!*, -CH CH CH - -CH CH O- 

2 2 2 2 2 

» -OCH CH - — CH OCH -OCH 0-\ -CH CH S- % -SCH CH - % -CH 

22 22 2 22 22 

SCH - -CH CH N (R )- — N (R ) CH CH -, -CH N (R') CH -CH CH 

2222 222 222 

CH CH -CH CH CH O-, -OCH CH CH -CH CH OCH -CH O 

2 2 2 2 2 222 222 2 

CH CH -„ -CH OCH O- -OCH CH 0-\ -SCH CH -OCH CH S-, 

22 22 22 22 22 

-SCH CH O- — CH CH=CH-, -CH = CHCH -, -OCH=CH- -CH = C 

2 2 2 2 

HO- -SCH=CH-, -CH = CHS-, -N(R)CH=CH- -CH=CHN(r')-, 
-OCH = N-, -N-CHO-, -SCH=N~, -N = CHS~, -N(R )CH = N-, -N 

-chn(r')- -n(r')n=ch- -ch=n(r')n- -ch=chch=ch-, - 
och ch=ch- > -ch=chch o-, -n=chch = ch- -ch=chch= 

2 2 

-N=CHCH=N- -N = CHN=CH~, t> L< »-CH = NCH = N-*rB*& 
, Rtt\ C — C T/l-^/um, C — C />uT/V^^, C — C i/TST 

1 10 1 10 1 10 

a, zxm&ziix^^xiy&^^^^m, zxm^tix^^xh^^y^^B. 

zxWM£iiX\s^x<b£.\<^^--n<'g;, zxm&£tix\<^xk£.\,^°uysum, zxn 

R' &tm 4 '}*, HtKJfco-C, -CH CH CH - -CH CH O-, -O 

2 2 2 2 2 

CH CH -CH OCH -, -OCH O-, -CH CH -SCH CH -, -CH SC 

22 22 2 22 22 2 

H -CH CH N (R ) — N (R ) CH CH -CH N (R ) CH -CH CH CH 

2 22 22 2 2 222 

CH -CH CH CH O-, -OCH CH CH - -CH CH OCH - -CH OCH 

2 222 222 222 22 

CH ~. -CH OCH O-, -OCH CH O-, -SCH CH -OCH CH S~. -SC 

2 22 22 22 22 
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H CH O-. -CU CH=CH- -CH=CHCH — OCH = CH-, -CH = CHO 

2 2 2 2 

- N -SCH=CH-, -CH=CHS- — N (R ) CH = CH— > ~CH-CHN(R)- -O 
CH=N- -N = CHO- -SCH=N-. -N=CHS-, -N(R)CH=N- > -N = C 
HN(R)- -N(R)N==CH-. -CH = N(R)N~ -CH=CHCH=CH- -OCH 
CH = CH-, -CH=CHCH O-. -N=CHCH = CH- -CH = CHCH=N-, - 

2 2 

N=CHCH = N- -N = CHN=CH- >bU<fi-CH = NCH=N-^^U 

t#> ^tx&^^iifigm r it, 

TkSfclSH^ C — C TA-*/i^ C — C />dT;^S, C -C ^T/T/^yvS 

1 10 1 10 1 10 

. zxn^tix^^xh^^y^^, z-eg^^rv^rt>j:v^t: e !;^s. zr-g 
:ft/ri^Tt£i^^-/vs^ z-cg^nxv^Tt>J:v>b 0 ny^ x z-r-gm^tvrw 

X 2 «, -NH-R 73 -NH X«-NH-R 74 $r^L. 

2 

R 73 ii, C — C T/i^l^S, -C (O) CH -CH C (O) YXM^tiX V >T 

1 10 2 2 

R 74 t*, c -c tvi^/i^, r-tr^/i^ Y-esm^tv-cv^rtxtv^^-^, Y 

1 10 

&£*vcv >-cfc <fcv ^yf-A^m, Y-c©^$n-cv >-ob £v v^-m^/i^ YT-it&£ 
tvxv ^t><J;v>fc°oy/^, Y-eg«i$n.xv^ct. t tv>7y^ffix{iY-(?©^tv-cv^ 

Ytt, ✓Nn^vjgH^ ^t/S, -bn&, rs/ak ai^s/ae, tf-/v3£, c -c 

1 10 

7;^S % C — C y^T^^c^^ C — C T^a^f C — C l/T/T)V*r 

1 10 1 10 1 10 

xn^tix^^x^^y^^m. zxm^tix^^xhx^y^m, zxm 
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Ztt, ^M3y>-®-7^ i/T7S, -hnS, aiztf^iyg, tf=;Vg, C -C 

1 10 

T/U^/VX, C — C ✓noT^St/I'S, C — C T/I^^g, C — C 'STST/V* 

1 10 1 10 1 10 

A-g, 7^—/V^ /WS. -t-^^/WS, ^^—/WS^ fc^nU/P^, ^y/v^x 
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